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) icjtel XI 0^ IBJiS/'^Ji^I/jilSb, lOmM HEPES, 5 % S/JH&'fiFJfll 

0. 0 1 l%tr;l/l^^>l«•:^^y s 7%^m^M'^hVK72^^ 

'^m^^^n/^^J^^^^-i^^^*^ (DMEM) Srfflv^T, jWUBSS: 8 O 
[0 0 6 0] 

yi/— fs^7'w.;i,5ji|fja}g3j| (Life Technologies Inc., Grand Island, N.¥., 
0SA3?^e>®EBSS) -^^^l^b. ^Jfll?tDMEM (2 ml) tf»<Z)4piiiol (4. 4 
X10^dpiii)CD[6, 7 - ^H] :n:^hU>-3 h (New Engl 

and Nuclear, Boston, Mass., USA *^&<Z)iiS^tt4 9Ci/mmo 1) tr^^it 
■^^il#IK:3 7r;-e2 0^ia^>^a/<- hLfe. >f bUfeS^. 
l/-h?&7fr^U C4 -^^C] a:;?. hn> (6X1 O^ d pm) (New England 
Nuclear, Boston, Mass., USA *^ e> COitlSft 5 2 . 5 mC i /mmo 1 ) $:A4x 
fedS-JSI^J-^ «^ (1ml) hX'^VtL. m^^^^ (4 ml 

) ilil%K3 O^fSS-^^l^mtL^l^^. 90%J:»J#V% C4-^^C] ai:^ha> 

[0 0 6 1] 

^ 1 

^.^a^gymmm^^ ^Mm o x i o~^m. %) 

^i6M3 7 6 
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lSP5E<Z)iiSD^^s^ h (#M1 6 8~ 1 94 «) fC, 0, 5%:^V:t^t/ 
(2 0) y;i/l^^r>^/*l/X-htS?R (TweenSO) JCSSI L fcf^SftfiS 
1 H 1 HTfS BISfiS#bfe, 
[0 0 6 2] 

B^jm&z^'Si:M*)mvx. i^v^v >w^mt^m'0^js<^ (pbs, phv. 

4) T?-?-*l-?*ll0?»«^Lfc«fe, ~7 0TCJe*TT?^#l.fe- JFHiJXtf^KttSlI^ 
{C/M^-^-ejiiff-arb, ?&^bife2 5 OmMJ/aSiSr-^tfPB Scf^lClS^^-erfe ( 5 m 
l/g©jiaM) . *?&T. -^-n-^^lCDSaiJatirUl t r a-Tu r r axTixits; 

^-('^'-K^^xi^^it^n^^o z 0 o o X sxz o^^^^^t^i^m (4t:;) -r 

r a d f o r d © j&fi^ (Anal. Biochem., 72 , 248 - 254(1976)) iCjcoTSH^b 
[0 0 6 3] 

*>A5^5R«S1 0 O'-S O 0 ^g/ml3fctK^eaS2 0 aMCD [6. 7- 
^H] XX b n>— 3 — >^/l/7 3i~- h (New England Nuclear, Boston, Mass., U 
SA ;J)>^a)it?Sii4 9 C i/mmo 1) P B S 1 m 1 fC L, 3 7t)1?3 

O^B!>f >'2lF3.^-hbfe. >r^^3.'<-h (Iml) _t:IB (1) 

[0 0 6 4] 
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8 8 5.3 7 9.0 
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jKfc, @^2itK^@«:J^iSl<z)^ictto. 1-5 om*%®IS-K'e> ^\^xm.^ 
?^ffifiD«-&K:tto. 0 5-1 0M%®^SS!*^-^*l/'Cv>s^i:;e«MiL/Vx. 

(0 0 6 7] 

ICli, IB^feyo. 0 l~5m«/ks, ifSStCttO- 0 2'-2iiig/kg(Z) 
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s?>i^;^*-n/Ar^ Fi, 5iaiJ8l8iat«:iii;t, i o j9'*7^TT?8t#bfeo -er 

g|®:i:5^;i/= 1 : 1) l?*g$2U 2* h a 7xci;i/- 4 ->f ;P X 
JI/^T^it — h 1 0 6mg€:#fe, 

^-NMRCCDClg, 5):S.07(2H, br s), 7-30 - 8.00(8H, n). 
BS(iii/z):294(M'^), 215, 
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^mi^s ^^l^V. 2. 6-5;-t e r t-:/^/l/"4-jl5=-;i/tfy S:^>3 1 2 

, '.mWt^'f'J^- 1 : 1) 'e^iSSl/. 2' -:=.bntf7s:n^-4 
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|gii«3 
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1 — 191632 

Fa^S^-2-i^7x— ;i/;ty;i/;jfr.b y;i/2 7 mg S:Mv>TBIiltcilf^bT. 2 

^H-NMRCCrcig, 5):5.02(2H, br s), 7.34 - 7.91 (8H, ■). 
lIS(m/z):274CM*), 195, 
[0 0 7 2] 

mMmiiC-3S}i^X. 2' -zLhDif:7i— ;i/-4 -:;r-/i/<©f^t>yjC2' -7 

m^TLc mmmsi. '^^■!f>:#mx^;i/-2 : 1) -enmvx. 2' -^^ 

;i/;ri3 if7x:=.;w-4 — >f ;i/ :3^.;1/7t>i— V 8 i mg 

^H-NlffiCCDClg, 6):4.95(2H, br s), 7.00 - 7.71 (8H, m). 
HS(«/2):267(H*), IBS. 
[0 0 7 3] 

mmmiK-^^^X. 2* -nhntf7ai:^;i/-4-:;r--n/(Z)f^*>»;tC2* 
^iT^ffi^A&^Kl&TLC (MBS^. : ifSfta:-^>a/=2 : 1) T^^S^UT 

, 2* - 7;u;i-p^i^-n/fc^:7 3:— ;i/-4 — f/i/ x;i/:77;*- h 2 4 mg 

^H-NHRCCDClg, 6):4.96(2H, br s). 7.26 - 7.8S(8H, 
MS(«/z):317(M*), 238. 
[0 0 7 4] 

Ha-Wl iCfev^T. 2* -z:hnfcr7air.;b-4 -:r--fi'©f^*>yK:2' 
^;i/e7x::i;i/-4 -;t->n/6 4 mg5:fflVN*C|SI^JC||f^UH #e>nfeffl^^% 
%TLC (JUil^SiE, /s:^-!?->:BfSfc3i^;i/=2 : 1) xmmVX. 2' 
;i/if7 3i^>n^-4 --f^b x;i/7T3i— h 5 1 mg 

^H-NMRCCDClg, 6):2.26(3fl, s) , 4.97 (2H. br s) , 7.10 - 7.32(4H, m), 7.37( 

2 6 HJ|E4#2 0 0 0-3 0 6 04 2 3 



17/03 2004 10:09 FAX +41 22 338 90 90 PCX PX 07 ©032 

#5p 11-191632 

4H, s). 

MS(b/z):2630I'*^), 184. 
[0 0 7 5] 

Lc mmmm. irnpjj>;i/z.:>i^r>y->i/-io : 1) -effissbT, i^^i- 

;i/-2, 4* -s?>f;i/ 2^:^;!/:7r;5i- M 7mgS:#fe. 

^H-NMECCDClg, 6 ):7.14-7.68(8H, n), 
MS(b/z):344(M'''), 265, 186. 
[O O 7 63 
^^k^ 8 

ll^gM2{CfeV>T, 2* -~ hntf7ai::i;i/-4-::«--;i/(Df^t>ytC4' -t: 

Ka^S/-2-i^>'i~;i/T-fe h — hy;i/2 bms^m^^-cmmizmf^vx. 2 

^H-MffiCCDClg, a):3.64(2H, s) , 7.15- 7.63(8H, m). 
HS(«/z): 28801*), 209. 
[0 0 7 7] 

^ |li6«iK:«v^T, 2* -r.hntr7:n=:;i/-4->r-;i/<z)f^t>yK:3' -rr 

^^TLC (JIW?§^, : S^Mx5^;i/= 2 : 1) -e^tSSbT. 3* -7 

fi/:tn\fy3i=.)V-4->(?l/ >^;i/7 7 jt— h 7 2 mg 

^H-NMR(CDCl3, 8):4.94(2H, br s), 6-90 - 7.71 (8H, 
!IS(b/z):267(M*), 188. 
[0 0 7 8] 

mmm i o 

bnKr:7inA/-4-*-;i/4 9mgS:Mv\T^«llC^f^br, 3' hne 
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#5p 11 — 191632 
7a:r:.;i/-4 :^;i/:7 7':i — h 4 Omg S:#fec 

^H-WreCCDClg, 8):7,33-7.78(5H, m), 7.79 - 7.98(1H, m), 8.11 - 8.33(1H, 
m), 8.33 - 8.50 (IH, 
«S(b/2):294(H*), 215, 
[0 0 7 9] 
mUkmi 1 

* -S/r y t^:7:n:^;i/-4 ->f ;i/ ;;^;i/:7r;t— h 5 5 mg $:^&fco 

^-NMECCDClg, 6):5.07(2H, br s) , 7.34 - 8.06(8H, m)» 
MS(b/z):274(H'^), 195. 
[0 0 8 0] 

mmmi 2 

Fn^i/-3-tf73i— ;i/r*feh— hU;i/4 Omg S:Mv^TI^«IJC^#L, 

SSL/T, 3* — */T>' ^t-^/I/tf^^r-/!/— 4 ->f/I/ x;i/r7r M 5mg 

^-NMRCCDgOD, 6):3,97(2H, s), 7.34 - 7.78(8H, »)„ 
MS(«/2):288(M*), 209. 
[0 0 8 1] 

mmmi 3 

Hifeffili tcfeVNT* 2' — n fsnfcf:73:^;i/-4 ;i/cz)ftfcyjc4* 
n^tr7i3^A/-4-;r-;n 2 bme^m^^xm^i^i^f^v. #&tifeffi^^ 

^gfSrTLC CmfSHSI, '^'^If^ :»»x^;i/=2 : 1) T?#3SU*C, 4' 
n«Eif7x.— A/-4 — >f 71/ :^;i/:7 7':5i — h 1 2 3 mgS:#fe. 

^H-NHSCCDClg, 6 ):7.33- 7.71(8H, 
MS(ii/z):329(lI*+2), 327 (M'*') , 249 , 247. 
[0 0 8 2] 
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11-191632 

mmm 1 4 

^H-NMRCCDClg, 8):4.99(2H, br s), 7.30 - 7.68(8H, b). 
MS(iii/z):285(M^+2), 2830r*). 205 , 203, 
[0 0 8 3] 

mmmi 5 

^H-NMRCCDClg, 6):3,86(3H, s) , 6.98 (2H, d, J=5.8Hz) , 7,35 - 7.67 (6H, m) 

Q 

MS(in /z):279(H*), 199. 
[0 0 8 4] 

mmmi 6 

JlSiftll tClfeV^T, 2' hni:f7a:~;i/-4 -:«--;i/©ftt)y K:4' -r: 

hai:f7jt:=>;i/-4-:;r-;i'l 0 8mgS:MV>TIS«ICSIff UT, 4' 

4 — :^;v:7r:*— h 1 0 smg 

- NlIK(CDCl3, 8):7.33 - 7.83(6H, m) , 8.30 (2H, d, J=6.0Hz), 
MS(b/2):294(M*), 215. 
[0 0 8 5] 

mmmi i 

4' — fc Kn^2/-4 -tr:7i:=:.;i/3l7;i'5j<^i'^— h 2 2 8 mg %:fflv>T^^tC 
igf^bT, 4' -:;^;i/7T*E^-«'5*-^2/-4 -bf7aizi;i'*;P5K*^' W 

- h2 7mgSr#fe. 
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#5fL 11-19X632 

MS(ii»/z):307(M'*"), 227, 
[0 0 8 6] 

mmmi & 

Kp:2|rJ/-4 -f7x.::^>n/:^7A'd?— h U;i/5 0 Omg S:fflV^Tra^lC^f^L, # 

a 

^H-NMR(DMSO- dg, 6):7.41(2H, d, J^S.SHz), 7.86(2H, d, J=5.5Iz) , 7.93(4 
H, s), 8.06(2H, br s). 
^ MS(«/2):274(1I'*"), 195. 

[0 0 8 7] 

mmm 1 9 

^iSMilcfevxT, 2' -nhntf:7 3i=.;i/-4-5r-;i/CD'f^i5ytc4' -h 

*lfe^g^«%S:TLC Cmm^^m. ^#*>:m^x5^;i/=2 : 1) T-sffigbT 
, 4' - h y ^^P^nil^^Hf^x-r:;!/— 4 x;i/:7 7'>t— h 3 5 mg S: 

-NMRCCKlg, 5):4.96(2H, br s), 7,43(2H, d, J=6.0Hz), 7.82(2H, d, 
w 6,0Hz), 7.e7(4H, s). 
MS(«/z):317(M*), 238„ 
[0 0 8 8] 

iys^2o 

Kn^S/-4-'tr7 3c=.;uT-fe h;:>hy/H 3mgSrmv^Tim€IK:*fe#L, 
S?bT* 4* J ^=f-/l^}^:7:xi=-}l^—4: — f;v T — h 8 m g 

- NMRCCDgOD, 6):3.93(2H, s). 7.24 - 7.82(8H, 
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I^S^l 1 — 191632 

MS(m/z):288(M"^), 209„ 
[0 0 8 9] 

' s?>^.;i/-7T^— h 5 2mg 

^H-NMRCCDgOD, 8):7,42(4H. d, J=5.8H2), 7.66(4H, d, J=5.8Hz). 
MS(b/z):344(M"''), 26 5, 186. 
[0 0 9 0] 

^«HlCfeV>T, 2* -crlsUtr:7i:^/l/-4-:«— ;I/<Z>-f^t>y^C2--h 
Dt:7a:— ;i/-4. 4' -S?:4--;i/2 3IQg&fflV^■ClmSIK:filf^l/s 4ie>nfc3B 

^^ifefeTLC (Mil^^. ^rnn>i^;i/i^ : jji^' >'-;i'= 1 0 : 1) -eilliUT 

2— — hnt^7ai:^A-4, 4* -S^>f-n/ 2^^/1/7 r — b 9 m g 
^'NMRCCDgCD, 6):6.97-7.43(7H, «). 
l(S(s/2):S8d(M'*')» 310, 231. 
[0 0 9 1] 

mmmz 3 

HJgffilitcfev^T, 2" -r:.hDKr:7aizi;v-4-:^-A/<Z)f^to»JK:2' , 4 
n&m.^^Ti.c mm^^. ^raD:a^;i/A:'^h^t kd^^^^b : 1) -e 

#$gL/T> 2' , 4* -5;::ibakr:7:c— ;i/-4->f /I/ :^;i/:7t:*- h4 2m 

^H-WnKCDClg, S):7.32-7.55(4H. ■), 7.66(lfl, d. J=5.3H2) , 8.49(lfl, dd. 
J'1.5, 5.3H2). 8.74(1H, d, J=1.5Hz). 
lIS(m/z):339(M'^), 260. 
[0 0 9 2] 

^IfiM 1 tdSv^T^ 2* -rLhntf'7 3in/i/-4 ;i/®f^*>y 1^2, 2' 

3 1 mSEf^ 2000-3060423 
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#51Z 11-191632 

\^ 

h 1 2mg 

^-NMRCCDgOD, 6):7.48(2H, d, J=5.7Hz). 7,73(2H, dd, J=1.7, S.7Hz), 8.1 
d(2fl, d, J^l.SHz). 
MS(«/2):355(M'*'- SOgNH), 276. 
[0 0 9 3] 

limia2{c^v>T, 2* ~— haif^i— ;i/-4 ~;r-;KZ)f^t»yic4' -t: 

Ka!3(rS/-4 -=.^^-2-tf7 3lr-;l/5^7;l/s^?— Mi;i/4 1 ms S:fflVxT^il?C 
4 0 mg 5:#fe„ 

^H-NMRCCDClg, 6):7.40 - 7.73(4H, m), 7.74(1H. d. J=5-8Hz), 8.51 (IH, dd, 
J«1.5. 5.5Hz), 8.65(1H, d, Jsl.SHz). 
MS(bi/z):319(M*), 240„ 
[0 0 9 4] 

^ffi2K:^VNT. 2' -=.hatf:73:::i;i/-4 -:r-;i/®f^t>yjc4' -t 
/ Kn^S/- 2-^hn-4-tf7xri;i/*;i/:j?— b y-n/i 3 2mgS:fliv>Tra« 

1 0 : 1) T?3{tiSLT, 4' -$/T/-2' - - h n 1^:7 x^;!/- 4 - >f ;^ :^ 

J^Vt:^ — h 1 1 6 mg 

- NMRCCDClg. 8) •-7.33 - 7.70(41, ■) . 7.60(11, d, J-5.3Hz), 7.92(1H, dd, 
J=l, 5.3BZ), 8,19(11, d, J=lHz), 
MS(b/2):319(H*), 240, 
[0 0 9 5] 

IgiSWac^v^T, 2' -nhntf73L=.;i/-4 -:r--H/<Z)f^*3ytc4' 
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it$¥ 11 — 191632 

4]iig^#:^. 

^H-NHRCCDgOD, 6 ) :7.39 - 7.78(4H, 7.76(1H, d, J=5.5Hz), 8.06 (IH, dd, 
J=l,7, 5.5Hz), 8.28(1H. d, J=1.7Hz). 
MS(iii/z):299(H'^), 220. 
[0 0 9 6] 

HiS-Wl K:feV^T, 2' -=.hT3tf7ai— ;i/-4-*-/K0f^*>y tC4 - CN 

) -eftSUT, 4- [;N->^;i/7T*E>f-n/-N- (4-x;i/:7 7*E>f;i/:4-^2/^ 
T$ 7] "^air-;!. :;?./l/:7r h4 9 mg fe^fco 

^H-NMR (DMSO-dg. 8):4.77(2H, s), 7.0-8.1(l4H, m). 

SIHS(iii/z):453(lIH"*'). 
[0 0 9 7] 

-fc Fn^i/'<>2?;i/) -N- (4-t: Ka#S/:7ai:^;i/) jfc4i>:^;i'3i^>T^ 

K2 2iiigS:mv^TI^=gllcMf^b, #e,nfei|a^^^^T L C (JSII?§^> iru 
n*^l/i^ : >t^>^--n/=9 2 1) -^e^KSSL/T. 4- 

- (4-:;«.;i/7 7^>f;i/3r^S/^>5?/i/) T5>'] :7jtr-;i/ :kji/'7r:f^-hi 

2mg%#^, 

^H-NBK (DMSO-dg, 6):3.09(3H, s) , 4.89(2H. s), 7.1-8.1(12H, a). 

SIMS(m/z):452(MH*). 
[0 0 9 8] 
MM0iS 0 

|IJSMiK:fiv%T, 2* -nbot^73i-;i/-4-*--«/<©f^t>y KIN- (4 
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#^ 11—191632 
-}^\^u^i/Kyt^A/) -N- (4 -ti Kn^r^7x:^;i/) rirhr^KSOm 

%-NMR(CDClg, 6):l-90(3H, br s) , 4.86(2H, s), 6,9-7.4(8E, m), 
HR - SIHS (o/z) : 416 . 0582 (HH'^) . 
[0 0 9 9] 

|IJg€«llCfeVNT, 2' --M3tf7ai^;i/-4-;^--;V©f^*3yiC4- [N 

JUh.-. r-bh> = 4 : 1) "T?3fi$8bT, 4- CN-r^^A/-N- (4-:%;i/:7 

^B-RMKCCDClg, 6):1.89(3H, br s) , 4.85(2B, s) , 6.9-7.4(8H, m)„ 
HS(b/z):378(M*), 341, 151, 109, 107« 
[0 10 0] 

^Jfi^lfcfeVAT. 2' -^htltrT7ain;i/-4 -::*--;i/®ftt?*;K:4 -fc F 
n^rS/-N- (4 -H Fa^rS/:7x:::iA/) 'OXr^ K2 0 O mg Sr^v^Tim^ 

^ tcaif^U #e)4xfeffi4fei««y&^nn*;i/AJ:»;jtgS'ffcbT, 4- [n- (4- 

2mgfe^^, 

^H-NMR(DMSO-dg, 6):7.26(2H, d, J=9H2) , 7.42(2H. d, J=9Hz) , 7,83(2H, d 
, J=3Hz), 7.96(2H, d, J=9Hz), 8.10(4H, br s), 10.35(1H, br s)„ 
HR - SIMS(»/z) :388.0270(MH*), 
[0 10 1] 

;i/-4 -t: Kn^2/-N- (4 -t: Kn^S/^xd/I/) 'OXT^ K2 3 l mg 
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:fi^J-Jl^9 : 1) ^J^SgLT* 4- [N-x^;i/-N- (4 -:^;^:7 7'=E>f 

itjiiA^-^A/l 7x— ;i/ y^^n/^^^i- h 2 4 2 mg 

, ^H-NMRCCDClg, 6):i.23(3H, t, J*7Hz) , S.94(2H, t, J=7Hz), 6.9-7.4(8H 
, »). 

MS(a/2):415(lf^), 336, 119, 
[0 10 2] 

HSfiWlJCfeVNT, 2' -:::ih0lf3/aic:i;b-4 -;r->a/<Z)ftfc>JlC4 K 
u^iy-N- (4 — Kn#S/:7x— -N->i^;i/^>XT$ K2 0 0 mg 

jlit>?-/I/=5 : 1) l^mmVX. 4- CN-^^/I/-N- (4 T^^f 
JU^^i/ysL—JU^ *;i/7t*E>f;i/] :7xr. ;i/ ;^;i/7 7'^- h 2 0 Omg5:#fc 

^fl-NMRCCXlg, 6):3.48(3H, s), 6.9-7.4(8H, «)„ 
ESI - IS(«/z) :402(HI''^„ 
10 1 0 3] 

HJgMS 5 

IU6fflfiK:fiv\T, 2* -~ hnfcr:7i:^;i/-4 -::r-;KZ)f^*>»;}c4 -fc F 

w 0*S/-N- (S-H Kn^S/7ai— ;!/) 'OXr^ K2 0 OmgSrMV^TiaSI 
5:1) T?3|t$3bTv 4- CN- (3 -x;i/7r *>r;i/;«-^2/'7ai— 

^H-HMRCDHSO-dg, 6 ) :6.9 - 8.2(12H. m), 10.44(1H. br s), 
ESI-IIS(«/2):388(MH^), 
[0 10 4] 

HjllS^l tcfev>T, 2* -^hntr7a:^;i/-4 -:4--;K^fti>y JC4 -li K 
ni3^^5/-N- (3-fc Kn^*/7a:r:;i/) -N-^^^b'OXT^ K2 2 2mg 
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#5f& 11-191632 

^H-NMRCCDClj, 6):3.51(3H, s), 6,7-8.5(8H, ■) . 
ESI-MS(m/z):402(MH"*") . 
[0 10 5] 

HiSMS 7 

>i^l/>®f^i)yK:N. N-*;>t-?^;V3ftJVAr^ F?:ffiV>*Cll«K:SI#U ^^e> 

K^S^y^fj/bsK— /I/) 7x~;i/ ;^;V7r^- h 5 3 mg 
^H-MffiCCDgOD, 6):1.90(3H, s), 7.1-7.7(9H, n) • 
MS(d/2):270, 200, 150, 121, 
[0 10 6] 

|I8B«|2{C©V^T, 2' hnif:7:n::i;i/~4 -:4--/l/<?)fti5y K:4 - [N 

- iA-\^YU^t/^>VA/) -N- (1, 2, 4 - h y T"y--a'-4 — i JV) 

^^;i/:jt;^A^^a"^F^9:7^- (^ffilSSi, nnMA : ^ ^ 7 -;i/= i 0 : 

1) T*«5Sl/r» 4- CN- <4-->r>^7 3:-^) -N- (1, 2. 4-hU 
-jry^_;i,_4 _>f;V) r^/^^f"^] 7:c— /I^ ^;i/:7 T - b 5 1 2 m g €:# 

^fl-NMR(DMSO-dg, 6):5.08(2H, s) , 6.74(2 H, d, J=9.2H2), 7.23(2H. d, J= 
8.8Hz). 7,39(2H, d. J=8.8H2). 7.74(2H, d, J=9.0Hz). 7.96(2H, br s) , 8,80 
(2H, s) . 

HS(m/z):291(M*-S02NI), 185. 

3 6 aS|E4t2 0 O O - 3 0 6 0 4 2 3 



17/03 2004 10:12 FAX +41 22 398 90 90 



PCX PT 07 



@|042 



11-191632 

[0 10 7] 
^jgMS 9 

^ifeM2icfev>Tv 2' Kntfyx— ;i/-4 -*-;i/CDf^t>yjcN- (4 

-i/YJ-yx.r-Jl) -4-fc: KD:^*/"N- (1, 2, 4 - h V TlT^fi,- 4 - 

>f;L') ^>xr$K2. 8 1 ifS'fb:ji5^i/>®f^*)y tcN. n-s^j15^;i/jJn;i/ 
AT^ K2 8ml«:fflv^TI^«lCiif^bs #e.*ife3|fi^^4l?^S/y 
^'O^h^^^-f- (liFmi^jSE, ^rnn*;wz. : >i^y-;b=i o : i) -^ffiS 

bT, 4- CN- 7:n:^>n/) -N- (1, 2, 4-Syr!/-;i/- 

^H-N!IR(DlISO-dg, S):7.29(2H. d, J=8.8Hz), 7,58(21, d, J=8.8Hz) , 7.62(2 
H, d, J=8.6H2), 7.90(2H» d, J-8.8Hz), 8.13(2H, br s) , 9.11(2H, s) . 
MS(ii/2):384(H^), 185. 
[0 10 8] 

mmm4 o 

y>ll- 5a1, ziLitJ-JH/0. 2ml, S^K-^h 'J 9A2 7mg. m 

6884 A l;fe«fcry2K0. 2 5 m 1 <z)^-&®ic. 4 -2i?;i/$;i/7xn;i/ Ts^z-yr 
^-h3 2mgS:iDA, 4irl»«»l/fco S-^'^feSrzKT^U TK^^fc* '^^t?- K U 
i^2 Oing^»J>o< UilifD^fco StSS-^feSr^^a-ei 0 ^f^lSg#U}t^. 

««fefeTLC (MUt^iE, i^T3a*;i//M ;i^y-;i/=9 : i) -esl^SSU 4- 
(N-7zcc^;UT^yj:^^;i/) :7:nn;v :^;V7T>t - h 2 7 m g 

^H-NMR(CDCl3, 8):4.32(2H, s) , 5.0(2H, br) , 6.5-7.5(10H, m) , 
IIS(m/2):278 («■•■), 199, 
[0 10 9] 

iias^4 1 



miE^ 2000-3060423 



17/03 2004 10:12 FAX -1-41 22 338 90 90 



PCT PT 07 



@043 
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-NMECCDClg, 5):4.37(2H, s), 6.1(1H, br), 6-58(2H, d, J=8.8Hz) , 7,2 
-7.5(6H, ■) . 
MS(m/2):303(H'''), 224. 
[0 110] 

mmm4: 2 

IIJ6«4 OIC^V^T, Y=.V XX)ft*)y K:2-T^ y^^V^— h U Al 5mg 

^H-NMKCCDClg, 6):4.44(2H, d, J=5,7Hz) , 5,0(3H, br) , 6.60(1H, br d, J» 
7.7Hz), 6,74(1H, dd, J=1.0, 7.7Hz), 7,0-8,0(6H, m) „ 
MS(iii/z):303(M*), 224. 
[0 111] 

mmm4: s 

ysi=.nf :^-n/7r;i— b 2 7mg fel^^, 

^fl-NMR(CDCl3. a):4.24(2H, $), 6.4-7.5(8H, ■) . 
MS(b/z):294(M'^), 215. 
[0 112] 

mmm4. 4 

^«4 0CfeV^T, T-y>®f^*)yK:4-zihaT:^y>3 4. 8mg& 
MV^TI^#C^#L, 4- [N- (4-cihn73in^) T^7^^;i/] 
jv ;^^7r>i— h 7 mg fe^^fe. 

^H-NMRCCDClg, 8):4.43(2H, s), 6,S6(2H, d, J=9,2Hz), 7.31(4H, s), 8.05( 
2H, d, J-9.2H2) . 
MS (m/z): 323(11'^), 244. 
[0 113] 
^ii^4 5 

^i6«2tcfev>T, 2' hni^7 3:— ;i/-4-:«-— /KZ>f^i>»;K:4 - CN 
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- (4 -ti Kn^ir$/^>$/;i/) -N- (4 ->i h^i/'7 Ji— r^y] 

K2. 9mlS:mv^Tia«IJCSf^bT, 4- [N- (4 - ^T>^ -N 

- (4 -il hd|r5/:7ac— T^y;l5^/i/] T - h 4 7 m g 

^H-NMRCCDClg, 6):3,82(3H, s) , 4,8-5.1(4H, n), 6.5-7,5(12H, n) , 
MSWz) :409(M*) , 330, 
[0 114] 

iySM4 6 

lll6#!2lCfeV\T, 2' htltf-7ai— ;i/-4 tC4 - [N 

^ - (4-t: Fn*S/^>5?^) -N-7a:r^;i/T5 /<> >y KU /I/ 6 0 m g 
&mv>, ^-ffc^^l/^fiDf^fcU tCN, N-S?>l5^;U3|>;i/i»»T^ K2, 9ml 
V^Tig=SllC^^^bT, 4- [N- (4-2/T>'7a:-;y) --N- ^ai-A/T 5 >^ 

^H-NllRCCDClg, 6):4.8-5.1(4H, b), 6.5-7.S(13H, m) , 
MS(i>i/2):379(M*). 300„ 
[0 115] 
|imM4 7 

^3K«2icfev>-c, 2* hnif^aQ— -n/-4 -:r--n/©ft*jyK:N- (4 

w Kn^2/'<>S?A) -4, 4* — f ^7lf>t/0:/^M;;i/3 3mgS:MV> 

l^tlKl^f^bT. 4- [N, N-tfX (4-S/Ty ^oi^^n/) T^y;i^>H ^ 
s^—ju :3;;i/:7r5i— h 1 8mg fel^fe. 

^-IfflRCCDClg, 5):4.9-5.2(4H, ■) , 7.14(4H, d, >9Hz), 7.28(4H, s), 7.5 
4(4H. d, J-8.8IZ) , 
1IS(m/z):404(M*), 325„ 
[0 116] 

m^m^ 8 

lli6«I2K:fevx-c. 2' hntr7a:n;u-4-*-;i/<Z)f^*>yJC4- CN 

i 

! 
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- (4 -t Kn^S/^^j^n/) -N- (4 -try r^Jl ^y)/—hvjv 

>t*y-;i/=9 : I) -emSL/T, 4- [N- (4 -S/T >^ 
-N— (4-fcflJ2?;i/) T5>':3l^/H -H/ ^/py'T'^— b Smg SrWfe 

^H-NHKCCDClg, «):5.06(2H, s), 6.83(2fl, dd, J=1.5, 5.1Hz), 7.28(4H, s). 
7,32(2H, d, J=8.1Hz), 7.66 (2H, d» J=8.8Hz), 8.26(2H, dd, J=1.3, 5.1Hz) 

a 

MS(m/z)5301(M'''-S02NH), 195. 
[0 117] 

||j6«2K:feV^T. 2' hnif:7:c=:;V-4 -:;r-;i/<Z>'f^*>y tC4 - (N 

, 4- (N-7a:— /U-N~^;i/'7T^^/I/T^ >':*^-«/) ^^in;!/ 
>t - h2 1 m«€:#fco 

^H-NMRCCDClg+CDgOD, 6):4.79(2H, s) , 7.2-7.4<9H, m) - 
MS(b/z):357(M'^), 278, 
[0 118] 

llife#if2jcfev>T. 2* -z:hnfcr:7ai— /I/-4 ;KZ)f^*>y K:4 - [N 

— (4 — li Ka^S/'OS^;!/) T^/] ✓OV'^::. h y ;V5 6mg $:ffiV>Tra^tCl 

: 1) -^mmVX. 4- CN- (4-2/r>'73i-/I/) -N-:^/I/7r^>f>>V'T 

^H-NMRCCDClg, 8):2.86(4H, s ), 4.37(2H, s), 6.58(2H, d, J=8.8Hz) , 7.2 
-7.5(6H, ■) o 

MS(ii/z) :30S(K'^ - SOgNI) , 224, 
[0 119] 
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T-feb>'=9 : 1) -^mmVX. 4- £N - (4 -J/T/ :7:c-/l/) -N-^n 
^y-<;i/r^ >?.;i/7r h i 9 mg Sr^Sfe, 

%-Mffi(DMSO-dg, S):5.19(2H. s) . 7.1-7.5(7H, m), 7.6-7.8(3H, n), 7,9 
3(2H, br s), 8.4-8.6(2H, m) „ 
MS (b/z) : 329 (M"^ - SO2NH) , 223, 
[0 12 0] 

IIJiM2{C^VNT, 2' --hOl^73:-;i/-4-:t-;VCDf^*)yiCN- (4 

•feb>=19 : 1) T?3ftSl/Ts 4- CN-'<^^/-f;i/-N- (4-$/T>^'73: 

r^y>t^;J/] :^A/7r:?t- h4 5mgS:#feo 

^H-NME(DMSO-dg, 5):4,93(2H, s), 7.1-7.9a3H, m) , 8,0-8.2(2H, m) . 
MS (a/z) : 328 (M^ - SOgNH) , 223. 
[0 12 1] 
IIJSM5 3 

m^&m2K^\^X. 2* -r^hntr^:!:— ;i/-4-:^-A'CDf^t)yiC4-2/T 
/-N- i4'-i/r J -N- (4-fc Fn^rS/'<>5^-«/) 'OXT^ 

nd^^l/A : 9:1) TSRISSLT, 4- [N- (4 - S/T ^> V^^ 

-N- (4 -i/T^ 7 31— r^>^:?l5^^] 7 :r.:=^A/ :^;i/7T;?i~- h 1 
emg%#fe. 

^H-NMRCDMSO-dg, 6):4.94(2H, s) , 7.1-7.8(10H, ■), 8,07(2H, d, J^S.SEz 
), 8.22 (2H, d, J=8.4H2) , 
MS(in/z):S53(M''"), 236. 



4f^l 1^1 9 1 6 3 2" 



[0 12 2] 

*lfe2|S^^%S:TLC (Jg^^^, i5ran!j^;i/i* : 9 : 1) Ifft 

iSUT, 4- (N, K-pyaLZL/\,ijJI],A=E:^/l) y x,=^/U :^;i/7T:*-h5 

^H-Nlffi(DMSO-dg, 6):7.0-7.6(14H, ■), 8.04(2H, br s) . 
MS(m/z):368(M*), 289o 
[0 12 3] 

mmm^ 5 

liife#^2K:^^^r> 2* ^alf7:t— ;i/-4-3i— ;i/<z)ft*3yK:N-'<> 

^ty^;i/=10 : 1) TffilSbT, 4-(N-^>$;^;i/5J7;i/A^t>f>^) :7a::^;V 
T >t - h 2 0 4 m g 

^H-NMBCCDClg, 6):4.61(2H, d, J=5.7Hz), 7.0'7.5(10H, m), 7.81(2H, d, J 
=8.6Hz) . 

MS(«/«):306(M+), 227. 
[0 12 4] 

Hig-Ml K:;fev>T. 2' -z:baif:7ai:=.;i/-4 -i^r-^n/COf^fcy C4 F 
n:3|rS/-N--7a::=:;i/K>Xr^ K 5 4 m g feMV^T^^Bftlcaif^U ^^e»^feffi 
^JiK«y*:TL.C (MBItl^^. nn*;i/A : ^ 7 1 0 : 1) "elii?b*C 
, 4- (N-7i— ;i/*;i//t^>f;i/) :^;b7 7':?l— h4 Omg 

a 

^H-NMRCDMSO-dg. 6 )7.0 - 7.5(5fl. «) , 7.76(2H, d. J=7.9Hz), 7.9-8.2(4H, 
■), 10.26 (IH, br s) , 
MS(m/z):292(M'^), 213. 
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[0 12 5] 

mm^s 7 

>^-N- (4-fc Kn^J'^^S?/!/) -N-7l^;i/^>XT^ F4 5mgS:fflV\ 
, JE&'ffc3^^l/>«)f^t»»;iCN, N-S?jl-?^/l/3iN;i/Ar^ K 1. 5ml $:ffl«r>TI^ 

#e)*lfcffi4fe^^&TLC (^aD:i^;i/A : h> = 4 : 1) 
5|tSgL/T4- [N~ (.4.-i/T J y<yV^ A/) -N->l^/I/T5 :7:n 

^H-NME(CDCl3, 8 ) :2.733.20(3H, m), 4.34.8 (2H, br), 5.30(2H, s) , 7,07.4 
(4H, ■), 7.53(2H, d, J=8.4Hz), 7,71 (2fl, d, J =8.3Hz) . 
MS(m/2):345(M^), 266. 
CO 1 2 6] 

^Jg«54 O^C^V^T. T::iy>®f^*3ytC4-T^7- 1. 2, 
-;i/3 2mg&MV>Tl^^lCSI#b, #&tlfe5H*^%S:TLC (JSIi^> 
Un^M : >t^ty-;i/=4 : 1) •e|tl§L.T4 - [N- (1, 2, 4 - hUr 

^H-NMRCCDgOD, 6):4.10(2H, s) , 6.71 (2H, d, J=8.6fl«) , 7.06(2H, d, J=8.6B 
2), 8 .27(2H, s) . 
[0 12 7] 

y-N- (4-fci Kn'^2/'<:/2?A/) -N- (1, 2, 4 - NUT 4- 
>f;i/) ^>XT^ F2 6mg^:MV^, fifKil^ l/><Z)-f^*> U ICN, N-2;f^^;i/ 

nnd^^n/i* : :fi^J-A/=7 I 1) 'eS|tagbT4- [N- (3— S/T^Oy-f 

-N- (1, 2, 4 - b y r^/-;i/-4 --f ;v) t^>^:j^^^] :7i:^;v 
:x;i/7rit — b 1 0 mg &#fea 

%-NMR( DMSO-dg, 6):5,60(2H, s), 7,168,06(8H, ■) , 8.168.27(21, m), 9. 
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24(1H, s), 10.90(1H, s) , 
MS(ii/z):3dg(MH^) . 
[0 12 8] 

mmme o 

- (4 -t Kn^s/'os?/!/) -N- (3-kfU5^;v) r^y'] bU^l/ 

7 1mg, V><3!>f^*)y tCN, N - 2?;3l^;i//^-n/AT^ F 1 . 8 m 1 & 

19:1) -e^iibT, 4- [N- (4 -S/ry 37^:^;!/) -N- (S-tTUS^ 
>a/) 7^y:?l5=-;i/] 7:c:=.;i/ >^;i/:7T5l- h 5 2mg 
^ ^H-HMRCDMSO- dg, 5):5.12(2H, s), 6.87(2H, d, >5.8H2)» 7.12 - 7.97(8H, 
m), 8.41 (IH, dd, J«1.2, 3.0H2), 8.59(1H, d, J=1.7H2) . 
MS (m/z) :30 1 (M"*" - SOgNH) , 
[0 12 9] 

m^me 1 

||J6#|2K:;fev^T, 2* -—hnif'7x.—i\/-4:'-yt—/i/<Di^t>*)KA~ En 

w *^*i®bT, 4-- [N- (4-S/ry >'ai^-«/) -N -:3l-?^;i/r 5 >^ jl^-H/] 7 

^H-NMRCCDgOD, 6):3.15(3H, s), 4.67(2H, s), 6.80(2H, d, J=7.8Bz), 7.26( 
4H, s), 7-44(2H, d, J=7,8flz ) „ 
MS(«/z):317(H+), 238(M*~ SOgNH) . 
[0 13 0] 

mmm^ 2 

^iS«2tcfev%T, 2' '-=.Nnif:7 3:n;i/-4-;«'->>KZ>f^fcyjc4 - [N 
(4 -t Fni|r2/'0 2/;i/) T^^] v'^::: ;i/ 2 4 m g , 
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w • 

X/l/7T:3l- M 3mg 
^H-NHECCDjOD, 8):1.23(3H, t, J^4.5Hz), 3.59(2H, dd, J=4.7, 8.7Hz), 4.6 
4(2H, s), 6.76(2H, d, J=5.8Hz) , 7.25(4H, s) , 7,40(2H, d, J=5.8Hz) , 
MS (m/z): 331(11*), 252 (M"^- SOgNH) , 
10 13 1] 

mmmes 

|ligM2K:fcv^T, 2" -::iSnif7a:— ;i/-4 -n/®f^t)»;icN- (4 

^^f-!?'^ K3 7mg, la-fbit^l/XOf^fcytCl, 2-S?irDna:^r>0. 9ml 

= 19:1) l^mUVX. 4- [N- (4 -S/T>' 7 31— ;i/) -N- (2-5^3: 

^H-NMRCCDgOD. 6):5.05(2H, d, J=2.2Hz) , 5.Z2(2H, br s) , 6,70 - 7.72(11H, 
■) , 

MS(ii/z):4l3(M*), 334 (M"*"- SOgNH) . 
[0 13 2} 

J llf6W2K:fevxT, 2* -nhnkr:7in;i/-4 -^-^n/^f^toytcN- (4 

- 2/ r>':7:t =./!/) -N— (4 -i; KO^*/'<>S?;i') - 3 -^^:7:n V^;i/3j? 
:^r•l^^ K4 3 mg, ^S^>t^l/>®f^i>»J{Cl, 2 - S;^^ n a^:^ > 1 . 0ml 

«19 : 1) T?ft8?l^T, 4- [N- (4 -^T^' :7ai— -N- (3-^ai 

;i/;K—;i/) T^/^>15^/1/] :7:n— 71/ - h 2 3 mg S:#feo 

^H-NMECCDgOD, 6):5.16(2H, s), 6.74 - 7.77(llH, m) □ 
MS(b/z):334(M*- SOgNH) . 
[0 13 3] 
5 
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tjt/JCN. N-S?>i^;i/3|^n'Ar5 F2. 6ml &Mv>THSI{:iigf^U 
Ttffl^j^^&TLC (i^nnjJ^;i/A : >i^?^-;v= i 3 : i) -eJftSSbT. 4- 

CN- (4 -^r^' 7a:ri;i/) /l/A'^^f ^V^] V r ;l — h 8 m g 

^H-HMRCCDgOD, 8):6.87(2H, d, J=5.8H2), 7.56 - 8.00(6H, ■) „ 

llS(»i/2):238(M"''- SOgNH) . 
[0 13 4] 

Hjg^e 6 

^ ||i6«2tcfcv^T, 2* -c^hnfcr:7a:::i;u-4-;*--;i/<j>f^*>»JK:N- <4 

— S/T^' "^ai^/V) — 4 — Kn^S/— N — :;l^;i/-^>XT^ K2 7 9 nig> 
^7l^l/>(Df^t>y tCN, N-S?;;t^;i/jJ^-n/Ar^ K8. 4 m 1 S:fflV^Tl9il{C 
llf^L/. #&n3t3e^^*IJ=S:TLC (i^ansJ^/l/A :>^y-/l/= 13:1)-^ 
5|iSbT, 4- CN- (4-S/T/ >'3:^-n/) -N - ;l ^;i/:«7 ^1/] 7 a: 

^-NHRCCDgOD, 8):3.50(3I. s ), 7.08 - 7.49(6H, «) , 7.63(2H, d, J=6.0Hz 
) - 

HS(«/z):331(M*), 252(M*- SOgNB) . 
w [0 13 5] 

ll46«2lC^v^T, 2' -nbntr!7 3i— ;i/-4-:;r-/l/®-fttJ»JlCN' , N 
' -s;;i5=-;i/-4 -t Kn^i/'O^/t: K^s; K2 4 mg &Mv^TIS«IJc^f^L/ 
, #€)^felB^^'feTLC (d^nn3j?;i/A : >*/-A'=7 : 1) -ewsSLT 
. 4 - (N' , N' K^S^>^A;l/3i?-;i/) T.n^'PTi^- 

V 2 mg 

^H-NHRCCDgOD. 6):2.65( 6H, s). 7.39(2H. d, J=5.5Hz). 7.83(2H, d, J=5.7 
Hz) . 

MS(m/z):259(H'^) . 

4 6 ffi|Eit#2 0 0 0 - 3 O 6 0 4 2 3 



17/03 2004 10:14 FAX +41 22 338 90 90 PCX PT 07 @051 

1 — 191632 

[0 13 6] 

mmmes 

n^rS^-N- (4-fc Fn^$/7:cn;i/) 'OXT^ K 2 3 m g ^it:^ 

l/T, 2- CN- (4 ~>^.^P7T^>f;i/:r5^t/:7 3ir.;i/) :^7>n/A^^;i/3 73i:=. 
;i/ :;^;i/7T>t- h 2 1 mg&^fe. 

^H-HMRCDMSO-dg, 8):6 .7-8.4(12H, ■), 10.49(1H, br s) . 
MS (n/z) : 308 (M"^ - SO^NH) . 229, 
[0 13 7] 

mmm2K^\yx. 2' -—hnbr^a:— /i/-4-:r-^<i!>'f^*>yK:3-iiF 

n^r2/-N- (2-t: Fn:S<r2/7ain;i/) ^>XT^ F 2 3 m g ^Mv^s liLfl:;^ 
^ V^CDf^fcyfCN, N-S^;*^;i/3^;i/Ar^ Fl. 5 m l ^:fflV^Tfi^^^Ci|f^ 
l/T, 3- CN- (2-X/I/:7T^-<-n^:«-^i'7ji— ibJVA^4JV'\ 7x— 
;i/ x;i/7T>t- h 2 6mg€:#fe.. 
^H-NMR(DMSO- dg, 6):7.3-8,3(l 3H, ■) , 
MS (m/z) : 290 (M^ - HOSO2NE2) , 211, 
[0 13 8] 
w mmm'T 0 

^MifS2tzis^\X. 2' -:^hu\^y3i=Ljb-4-:9—Jl<D^t>^)K.B-}i\^ 
n^5/-N— (3 - 1 Fn^S^-^ai— /I/) /<>X7^ F2 3mg%MV^, ^flijl 
^^I/XZJ-f^fcy ICN, N — y:?l5^/b3^;i/i^T5 Fl. 5 m 1 Srffi V^T WiltCigf^ 
L/T. 3- [N- (3 -X;i/7T^>f ;i/::^-^^7a:r:;U) 'y:x,:z. 
j\/ X-H/:7r h 2 5mg5:1ife. 

^H-NME(DMSO-dg, fi ):6.9- 8.1(12B, »), 10.48(1H, br s ) , 
MS (m/z) : 290 (M* - HOSOgNHg) . 
[0 13 9] 

mtmi 1 



4 7 
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^ii^2ic«v>T. 2' -:^Nntr7x:^;i/-4-;:^--;i/®f^t>yt-3-t: K 

^B-NMR(DMSO-dg, 6 ) :7.1 - 8.1(12H, 10.41 (IH, br s) . 
MS(in/z) :290(M^-HOS02NH2), 229. 
10 14 0] 

mmm7 2 

n#*/~-N- Kn53\r2/:7air:;i/) /<>XT^ K2 3 mg SrfflirA, JS-fE;:;l 

LT, 4- CN- (2 -'>^;i/7 7'^>r;i/:^-^S/7a:— /I/) A'A^-f ;!,] 7:^:=. 

^H-NMR(DMSO-dg, 6 ):7.3 - 8.5(12H, ■) . 
MS(»/z):290(M*-H0S02NH2), 211 . 
[0 14 1] 

mmm7 3 

ll^feM2^c*v^T, 2* -:^hni^7x-;i/-4-;«--/i/<Df^t>yK:4- [N 
w - (4-li Fn^S/'OS;/!/) -N- (2 -tr^S?n;i/) T^>^] ^i/!/:^hy 
;i/2 7 lms%MV^Tl9#lCilf^b. ffe>n:^3fi^^«7$:TLC (jg^^^. 
nnsJx^H/A I :^9J-JW= 19:1) -esftlSLT, 4 - [N- (4-S/T>^7;t 
c^-fl/) (2-tf^$?n;i/) T^/>t^^] y^iz^fi/ :;^/l/7T:5i- h 2 1 

1 mg%#:&, 

^H-NMRCDMSO-dg, 8):5.32(2H, s), 7,19(2H, d, J=5.5Hz), 7.35(2H , d, J= 
6.0Hz), 7,53(2H, d, J=6.0Hz), 7.77(2H, d, J=5.5Hz), 7.83 - 8.39(3H, ■) , 
MS(b/z):302(M^- SOgNH) , 
CO 1 4 2} 
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- (4-11 Fn^S/zOi^/i/) -N- (2-^:^;i/) T^Jl ^y)/:=-hVAi 

3iK;i/A:5^h9liKn:79>'=l 0 : 1) -efSlSbT, 4- [N- (4-S/r>' 
-N- (2-5^^171/) T^yjji^^i'] ;i/ ::^;i/:7 r - h 

^H-NMRCCDgOD, 8):4.75(2H, s), 4.89(2H, s), 6.73 - 7.54(11H, m) , 
MS(!ii/2):320(M"^- SOgNi) . 
[0 14 3] 

^jgffifiJcfevNT, 2' hntr7i-;i/-4 -;f-;KZ)f^t>*;ic4 - [n 

- (4-1: Fn^i^^>$?;i/) -N- (3-5^-/1/) r^/] /<>^/nhy;i/8 

;yA:5^h^t:Kn7^>=l 0 : 1) T'3®S3bT, 4- [N- C4-i/r^^ 

a 

^H-NMRCCDgOD, 6):4.74(4H, s), 6,69 - 7.51 (IIH, m) . 
MS(b/z):399CM*), 320 (M"*"- SOgNH) « 
[0 14 4] 

mmm^ e 

^«:TLC (MI3^$I^. o n*;y-£* : ^ 7 --;i'= 1 O : 1) *e!fSSgU 2' 
— — hntf-^ain/i/— 4 — >r;i/ ;^<n/'7T>i— M 6 omg 

[0 14 5] 

HJfeffili IciBv^T, 2* -n Knif7 3ir.;i.-4 -*-;KZ)'f^*>»JK:4 - (i 



4 9 
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LC (jligi)@M, :BPKx5^;i/-2 : 1) "^JJtlgUT, 4- 

^H-NMR(CDClg, 8):4.99(2H, br s), 7.28- 7.66(8H, «), 7.66 - 8.03(3H, m) 

a 

KS(m/z):299(M*), 220. 
[0 14 6] 
IU6«f7 8 

mgffill JC^V>T. 2* -^hDl^7x-;b-4-::f->n/0D'f^fcyjC2-llK 

^ l/>-2-^;i/ J^il/T^T^l— h 5 5iagSr#fe, 
^H-NMRCCDClg, e):7.22-7.77(7H, ■) . 
HS(«/z):275(M^) , 196, 
[0 14 7] 

Hlfeffifilcfev^T, 2' -:^hni^7ai— ;i/-4-;r-;i/<?)f^*>yK:7>«/;ri^ 
>-2-:;r~;i/3 emgSrfflv^TimSllCilf^b. ^e>*ife3li^^%S:T LC (jgS 
Bi^. : s;a:^.?V3:'-r;^= 1 : 1) T?^t$3UT, 2 - 

>f;i' ::^;i/:7r>t— h 2 2 mg 

w ^-NlffiCCDCIg, a):3.91(2H, s). 7.13 - 7.91 (7H, m) . 
MS(«/z):261(H*), 181. 
[0 14 8] 
ll£gM8 0 

|IM#!IllCfeV>T, 2* -~batf7in;i/-4-*-;i/CD'f^t>*;C4 - (3 
-tryS?;i') 7:n/-;i/3 Smg S«V^TM«lK:Si#bs #6>tvfc3fi^^«»&T 
LC (MH^^S^s ^nn3h;VA : :*;5f y-4/= 1 0 : 1) T3|tSSl>*C, 4- (3 

^H-NMRCCDgOD, 6 ):7.32 - 7.85(4H, «) , 7.97 - 8.19(1H, m) , 8.53(1H. dd, J= 
1.2, 3.2IZ). 8.80(1H, d, J=1.5Hz) . 
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MS (111/2): 250 (H"*^), 171. 
[0 14 9] 

mmms i 

#e>*vfe5ii^^%s:TLc mmm^ ^nu^/uA-, :f^^j-jiy=i o d 

*^^iaSL.T, 4- (2->i5^;u^ri/-;i/-4->fA/) x;i/:7t;ji- 

h 1 4 mg 

^H-NMRCCDClg, 6):2.77(3H, s), 7,31 (IH, s) , 7.35(2H, d, J=6H2) , 7,85(2H 
, d, J=5.7Hz) . 
MS(«/z):270(M'^), 190. 
10 15 0] 

2 

HfSffill tCifeV^T, 2* -:=.hUi^yaL—/\/-4-:^-J\/<D{^t>VVl4- (2 
— 7^ >^^Ty-/l/-4 — >f /I/) :7x.>/— ;i/5 2mg€:fflV>T^^lCSfPL/, # 
e,tt*:ffi^«'&€:TLC (MSS^^. n D*;i/-fc. : ^ ^ -;W= 1 0 : 1 ) *^ 

^-NMKCDClj, 6):6.96(1H, s), 7.30(2H, d, J=5.7Hz), 7.86 (2H, d, J=5.7H 
, z), 8.21 (IH, s) . 

MS(«/z):350(M*), 270, 192. 
[0 15 1] 

^ 8 3 

lllg«XK:fev>T, 2' -:=.hatf:73i— ;i/-4-:^'-;i/<of^*>yjw5- (4 
Fn^5/7x=i<n/) -N-ii^/iz-s-^f y^"iJ-v^--n/*/i/3^'^-!J-^ F2 3 

i^: 0:1) TfWJSL/T, 4- [3- (N-^5^^:^;>a'/1^>f ;i/ 

iH-NMRCCDgOD, 8):2.94(SH, s), 7.07(1H, s) . 7.48(2H. d, J=5.7Hz), 7.93( 

5 1 ffiliE^2 0 0 0 -3 0 6 O 4 2 3 
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2H, d, J=:5.7H2) , 
MS(m/z) :297(M"^) , 218. 
[0 15 2] 

&TLC mmWSi. '^^^iJ-^ :»Kx-3^/b=2 : 1) "eiiSSbT, S-^UU 

%-NIIK(CDCl3, 8):5.07(2H, br s), 7.30 - 7.76(8H, ■) . 
MS("/z):285 (11^+2), 283(M*). 206, 204. 

TLC (jSBS^^. 'v^-b-i/ : 1 : 1) T'3|t$3UT, 3-::^ 

n^tf^i— ;i/-4 — f/i/ :^^7T;t- M 7mg&«fe. 

^H'NMRCCDClg, 6 ):7.30- 7.80(81, n) . 
MS(«/z):329(M'^+2), 327 (M"*"). 249. 
[0 15 3] 
HIS^S 6 

w llife«lK:fev%T, 2' -r.hnfcr:7air:;i/-4-::4--/i/®ft*>y{C3-a- 
Klf7i— ;i/-4-:;^--;i/3 0 m g SrMVxT^SIlC^f^U »^>nfe3(S^^ifeS: 
TLC (MBIi§ll. z P:ii^/\/:c~^A/= 1 : 1) •eJffiSSJL/T, 3-3 

- Ft^7 jt— ;b-4 M 0m^S:#^- 
^H-N^ffl(CDCl3, 6):5.12(2H, br s), 7.30 - 7.70(8H, «) . 
MS(m/z):375(H''^, 296. 
[0 15 4] 
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^H-Nlffi( CDCI3, S):2,22(3H, s), 7.31 - 7.67(8H, «) , 8.40(1H, br s) . 
MS(b/z)!306(H*), 227, 185. 

[0 15 5] 

3 3 4mg. a^fi|M^*;«;7A0. 9mg. j^WtitjV C^AS 9 1 mg. zftft-r 
:/^;i/T>^— »>A6 4 5mg, ^S7K2. 2 m 1<Z)^-^4&«:M^#H^T V 0 

ai^/U-S : 1) -eifSSSU 4- ->t h^£/-2-l^>r:c::i/bTt hU;i/3 

4 3mg€;^^. 

^H-NMRCCDClg, 6):3.62(2H, s), 3.86(3H, s), 6.86 - 7.70(81, ■) , 
MS (•/«): 223 (M"^) . 
[0 15 6] 

4' h^ps/- 2-»^7:c— ;i/T"fe hr.hy;i/8 9mgS:Sfl:;*^I^>0. 
6 6ml Clgfilb, *?#-r. lM^M.it^^m-^^t:^i^iyy^^O. 8ml5: 

h U;i/4 3mgS:#feo 

^H-NMRCCDClg, 8):3.62(2H, s), 6.73 - 7.64(8H, m) , 
MS(m/z):209(M*) . 
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[0 15 7] 

1 »cfi v\-c, 2 - ■:/n^ :7 3ir.;i/r * b :^ h U r\^(Oi%io U Jc 2 - 4^ a n 

= 1 : 2) *e2ftSU 4' -:^V^i/-A-=^hn-2.-\i'7:i:.—}Vti}\/^=-\' 
U;i/4 2 8mg%#^. 

iH-NHRCCDClg, 6):3.89(3H, s), 7.07(2H, J=5.5Hz), 7.55(2H, d, >5.8H 
z), 7,67(1H, d, J=6.0Hz), 8.43(1H, dd, J=1.7, 5.5Hz), 8.60(1H, d, J=l, 5 
Hz) , 

MS(»/z):254(M+) . 
[0 15 8] 

^^M4 

SSBtM2JC^V>T, 4' h#^-2-l^7a::=.;i/T'fe h^hy-^^«>f^*>y 
lc4* h^s/-4 -nhn-2-bf7x— ;i/557;V3ifnhy;i/i o 2iiigS:ffl 

;i/=3 : 1) -e^flSl/s 4* -ti Kn:3p2/-4-nhn-2-tr:7 3:— /b*;i/>K 
— h y ;i/ 8 7 m g 

^-NMRCCDClg, 6):6.99(2H, d, J=5.8H2), 7.49C2H, d, J«5.3Hz) , 7.68(lH, 
d, J=5.8Hz), 8.44(11, dd, J=1.7, 5.3Hz) . 8.60(11, d. J=1.5Hz) « 
MS(m/2):240(M*) , 
[0 15 9] 

_3_r.ha^^:/->u;i/5 4 8ingS:ffiv^-cig«iK:isi4^bs #e>nfe«^^ 

= 1 : 2) -eliiiUs 4' 2-:^bn-4 ;i/*;V5l?r^H 

i;;i/6 4 Omg S:^^. 

lH-Nlffi(CDCl3, 6):3 .86(SH, s) , 6.98(2H, d, J-5.7Hz), 7,24(2H, d, J=5.7 

5 4 ajSE^t 2000-3060423 
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Hz), 7.58(1H, d, J=5.3Hz), 7.83(1H, dd, J=1.2, 5. 3Hz), 8.06(1H, d, J=1.2 
Hz) c 

MS (m/z): 254(1'*^) , 
[0 16 0] 

ji/=s : 1) -elSSiU 4' -fc: Kn^S/-2-::^hn-4-tr7^— ;i/3{7;i/sit 
^ M; ;i/ 1 4 0 HI g 

^-WDKCDClg, «): 6.91 (2B, d, J=6.0Hz), 7a6(2H, d, J=5.3Hz), 7.59(1H, 
d^ J=5.3Hz), 7.85(1H, dd, J=:=0.8, 5.3H2), 8.07(lfl, d, J=0.8H2) . 
MS(ii/z):240(M*) , 
[0 18 1] 

goym^^^N, N-*;>i-?-;i/*^Ar^ K2 o omi 4i-e3 o^^lSMSgbfe. 

u^hir^:7^- Cm&mms ^nn45^A : h>=5 0 : 1) -^ftSb, 
4- [N- (4--'<>S?;b;j-#S/^>S?/l/) T^y] 7:c/-;i/l 1 gfe#fe. 
^H-NMR(CDClg, 8):4.19(2H, s), 5.05(3H, s), 6.4-7.5(13H, m) . 
MS(b/z):305(!I"*"), 197, 91. 
[0 16 2] 

4- CN- (4 -^>2?;i/:t'¥S/'OS?;i/) T^y'] -^aiZ-Zl/S 0 Omg S: 
try j?>4miK:^»?L, ^h^t. Jt^'ffc:?i^r>::^/i/3i?— >n/i mi Srila^, so:^ 

faa5#bfen .Riss-^^ic*}cin^, :efffibfe*§as:»5tb. 4- cn- (4- 
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lH-NME(CDClg, 6):2.93(3H, s) , 3.13(3H, s), 4.77(2H, s) , 5.02(2H, s) , 6 
.7-7.5 (131. b) , 
MS(m/2):l 97, 91. 
[0 16 3] 

:73i— /I/ >t^>^;i/3}5^-h 3 5 Omg. 1 0%/t9S;<rAi^^3 5 Omgfe 

bTfifeg. «at%e*u 4- CN- (4-i;KD^s/^>2;^;i/) -n-^^;v 

1h-NMS(CDC13. 8):2.94(3H, s), 3.15(3H, s). 4.73(2H, s), 6.72(21, d, J 
=9Hz), 7.06(2E, d, J=9Hz) , 7.25(4H, s) . 
!IS(ib/z)2371(M'^), 265, 186, 107, 
[0 1 64] 

4- [N- (4-biFn^J/'<>$^;w) -N-;i^;i/:^;i'3i>-/i/T^>'] 

tifeffi^^^SrTLC (Mii?§^> ^no^>>l/A: :*^/~>n/=l 9 : 1) "^StS 
SSU, N- (4-1: Kn'¥5/^>2^-«') -N- (4 - Fn ^$/7x:^-n/) * 

Ifl-mOKCDClg, 6):2.91(3H. s) , 4.66(2H. s), 6.6-7.2(8H, ■) « 
llS(»/z):293(M+). 212, 187, 108„ 
[0 16 51 
SS^Ml 1 

4- [N- (4-'<>s?^i/:r^s//<>2;^;i') T^>^3 OOmsS 

5 g miiE4# 2000-3060422 



17/03 2004 10:17 FAX +41 22 338 90 90 PCT PT 07 @061 

1 — 191632 

h?y2;>4miJcii^«Pb. mjs^mm2mi^m^^ ^u^zm^mwvfcLo 

-Ml 4mg 

- NMSCCDClg, 6):1.87(3H, s), 2.29(SH, s) , 4.79(2H, s), 5.03(2H, s), 6 
.7-7.5(13H, ■) , 
lIS(m/z):38 9(ll"'"). 197,91, 
[0 16 6] 

IS5t« l 2 

- h 2 7 OiagS:#:fe:, 

iH-NMKCCDClg, 6):1.88(3H, s),2.29(3H. s). 4. 78(2H. s) , 6.6-7.3(8H, > 
) - 

^ !!S(»/z):299(M*), 193. 151, 109, 107. 
[0 16 7] 

m^mi 3 

iijg^ai OtC^V^-C, 4- CN- (4 -11 FO^i/'<>i^>«') -N-;i5^;i/:^ 

-N- (4 -fc KD^r^'<>S?;p) r^/] yx.::~A/ T-fe-T^- b 4 Sing S:M 
V>Tl^^lCilf^b, N- (4-fcKO:3pS//<>S?;i/) -N- (4-llKn^S/:7 
3ir.;i/) T-E hr^ K2 OmgS:#fe. 

iH-NMRCCDClg, 6)U.84(3H , s), 4.72(2H, s) , 6-70(2H, d, J=9Hz), 6.74(4 
H, s), 6.98(21, d, J=9Hz) . 

5 7 ffiiE#2 0 0 0-3 0 6 04 2 3 
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MS(m/z):257(ll'^), 151, 109„ 
[0 16 8] 

4>-:^h^i/-ff- (4 -ji '<>XT^ K6 0 Omg;feJ;t]f 

ffi, 5 oTc-ei o^iaig^Lfe, at^^aif^/i/i. 05mi^ijax. ^mu-^^ 

&TL.C (MW^. n □ slx;i/i* : T-fe h>= 8 O : 1) "^If^gb, N-a:^ 
;i/-4 h^$/-N- (4 -it ;U) /OXT^ K5 9 1 mg $r# 

^H-NMSCCDClg, 6):1.19(SH, t, J=7Hz), 3.73(3H, s) , 3.75(3H, s) , 3.90(2H 
. q, J=7H2), 6.5'7,4(8H, m) „ 
MS(«/2):285(M'*'), 135, 
[0 16 9] 

K:N-ic.^;1/-4 h^2/-N- (4 h^S/^ai— 'OXT^ F5 8 

^ ^aty-ZU-e : 1) -eHKL/T, N -x^/l/- 4 - 1: Kn ^2/-N- ( 

4-fc Kn#S/:7:n =./!/) ^>X7^ F4 6 6mg€:#fe- 

^H-NMRCCDClg, 8):1.17(3H, t, J=7Hz), 3.87(2H, q, J=7Hz) , 6.4-7.3(8H, 

MS(«/z):257 («"'■), 137, 121. 
[0 17 0] 

w^mi 6 

JSatMl 4K:^V^T, a':7'fb3i^;KDf^t)»;ica':7>ffc::i^;i/l. 2^lIS:Mv^ 
>Xr^ F6 2 9mg«:#fe. 
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^H-NMR(CDCl3, 8):3.43(3H, s) , 3.74(3H, s) , 3.75(3H, s), 6,5-7.3(8fl, m 
) . 

MS(ib/z):271(M*), 135, 
[0 17 1] 

3mg^Mv>Tiir^K:igf^u ^e>n:&«^^«%TLc mmf^m. 9uu^ 

J\^J^ : >^-4/=9 : 1) -^JltiibT, 4-11 Kn^2/-N- (4-t: 
S/7:t— ~N-il^>n//<>XT^ K4 8 9ms2:#fe, 
^H-NMRCCDClg, 8):3,40(3H, s), 6.4-7.3(8H, «) . 
MS (m/z): 24301^), 123, 121. 
[0 17 2] 
^^Ml 8 

igJiMi 4^c:;ev^T, 4-jih^S/-N- (4 -ji h^^7:t:^;i/) ^z/Xr 
^ FC!>f^t>»JK:4 -it h^S/-N- (3 - hd|rS/73tn;i/) ^>XT^ K&fll 

v^, 30-ft:x.^;Kj[>f^t>yica';?-fE:?i5^/i/i. 2,mi^m^^xnmK.m^h. 4 

^ ^H-NHRCCDClg, 5):S.46(3H, s), 3.69(3H, s) , 3.74(3H, s), 6.5-7,4(8H, 
«) • 

lIS(m/z):271(M*), 135. 
[0 17 3] 

|gag#!l2{cfev^T. 4* ->i F:^i/-2-t^7x— ^i/r-fe h— hy;KZ)f^t)y 

K:4->1 h^J/-N- (S-it h^S/^a:^.;!/) -N-^l^^b'OXT^ F 6 1 

9 : 1) T?*iS@bT, 4-IiFn^2/-N- (3-1: FP=5P 
$/:7x— — N — ^^A''OXT^ F4 4 2 mg 
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^H-NMRCCDClg, 6):3.42(3H, s), 6.4-7.3(8H, ») . 
MS(m/2):243, (M'*'). 123, 121„ 
10 17 43 
2 0 

mo. ISs^M^t. 2 0dS-iaig#bfc^. ^K. 4-;* h^S/^^^/^^i/^ny 
Kl, OgS:#fc, 

^H-NBR(CDCl3, 6):2,07(3H, s) , 3.76(31, s) , 6.72(2H, d, J=9Hz), 7,21 (5H 
,s), 7.43(2H, d , J=9H2), 8.09(1H, br s) , 
MS(b/z):284(1I^), 135o 
[0 17 53 

^y>-;i,=:l 5 : 1) -^ItlSbT. N' -Tt5^;i/-4 - 1 Fn^S/-N-:7a: 
— ;i/^>yfcK^S?K2 2 4ingS:#fe. 

^-NMRCCDClg+CDgOD, 6):2.04(3H, s) , 6.6 6(2H, d, J=9Hz) , 7.21(5H, s), 
7.35(2H, d, J-9HZ) . 
HS(b/2):270(M*), 121. 
[0 17 63 
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Bfe^Lfco m^^r-^h='hOJ\^4, SmltC^jllL, 4- [N- (1. 2, 4 

, 4 - CN- (4-tl Fn^S/'<>2?;i/) -N- (1, 2, 4-hyT^/-/l/- 

^H-NMECDMSO-dg, 6):4.89(2H, s) , 6.6-6.8(4H, a), 7 .04(2H. d. J^8.6H2 
). 7.72(2H, d, J«9.0Hz). 8.65(2H, s), 9.40(1H, s) . 
MS (•/?): 291(1*), 185„ 
[0 17 7] 

$gatM2 3 

4- [N- (1, 2, 4-M;rv^-/i/-4->f;i/) r^>^] ^>v—hV7i' 

10, 4 3g, h y x-?-;i/T 5 > 7 . 9 mlXtKIS^bil5='l/>5 6ml<Z>S^% 

5:7K?^TiS#U 4- (hy:*5^;i/S/y;i/;r*S/) /<>!/^;i/i^n u K2 3. 7 
-4 -t: Fn^t'-N- (1, 2, 4 - h y r^/'-/i/-4 ->f 'OX 

F6, 2 g^#fe„ 

^H-in!R(DllSO- dg, 5): 6,71 (2H, d, J=8.8Hz), 7, 38(21, d, J=8.8Hz), 7,46 
(2B, d, J=8.8Hz), 7.86(2H. d, J=8.8Hz) , 9.05(2H, s) , 10.21(1H, br s) „ 
MS(m/z):305(M'^), 185. 
[0 17 8] 

6 1 2000-3060423 
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n#S/'<>XT-n/7=fc K2 4 4mg;fefflv%Tia«tc|fef^U #e>tifeffi^^^fe^ 
9 : 1) *e3tti3l^*t, 4 -Jj?^$;i/7i— ;^;i/7r:3i — h 2 0 3 mg 

D 

^H-10ffi(CXl3, 8): 7.50(2H, d, J=8.6Hz), 7.94(2H, d, J=9.0Hz), 10.00(1H 
,s) , 

MS(m/z):201(M'^), 121. 
[0 17 9] 

wtmz 5 

4- (t e r t '<>5?;i/T-n/3-7I/2 8 6m 
[0 1 8 O] 

4- CN- (4-^ b'^^S':7:c:^;i/) T^>^] ^> v^- h y 4/2 2 4 ms «:N 

jl/P^^^A/t/VJl/zi-^i/y ^>2?;i/S:N, N-S?5i^/I/5^-«//*T^ K 1 - 2inl 

A-eSEfllbfe«, «ffiTIS«ES:©*bfe. «S«:-5^ h^li Kn7^> 1 . 2ml 
lc?S»L, :7'yfl:-r-h^:^5=-^r>*E-»>Z»® lM"5=-h^fc K079>t§?Kl, 
2mlS:ftI^, 5^!Sgigi^bfe» iKJSm^%K:ia^^»*i^-:?- b V '^-^ 

^Ixi^n-^h^^y^- mmm^. i^gfta:^;!/) -eJftSSb, 4- CN- (4- 

6 2 a}|iEW2 0 0 0 - 3 0 6 0 4 2 3 
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t Kn^ap^'Os;;!') -N- (4 h#S/7x— 7^J1 ^y^/=.hVJl 
2 2 9mg 

^H-NHR(CDCl3. S):3.82(3H, s), 4.7-5.0(3H. n), 6.4-7.4(12H, ■) „ 
MS(m/z):330(M"^), 224, 
[0 18 1] 

0?3e«[2 SKlfel^T. 4- [N- (4— >l r^^] ^>\r=, 

h U/l/CDf^fcU tC4 - (N-7 31— /PT^ /) ^>!/rihy>«/l 9 4iiig Srmv^ 
TI^#}C^f^U 4- CN- (4 Fn#2/^>2;^;i/) -N-37:c-;i/r^>' 
] vr=: h y 71/ 1 7 2 m g 
^ ^B-NBRCCDClg, 6):4.9(2H, br s), 5.1-6.4(1H. br), 6.7-7.9(13H, b) „ 
MS(m/2);300(M''"). 194. 
[0 18 2] 
Si3&M2 7 

i8l3g«2 2tC^V>T> 4- CN- (1, 2, 4 - h U T V^-^- 4 ->f 71/) T 
'Oi/— hyA'Of^*>yK:4. 4 '-^^ y tr:x^>vrr.hy;i/2 1 9m 

-f- (^m?§«E, 'V^-U-^ : BfK31^;i/= 7 : 1) -e^i^b. N- [4- (t e 

r t -:/-^;i/S?ii^;i/S/u;i/;r#s/) '<>5?;i/] -4, 4' ->f ^ y i^j^'Ov^ 
w nhy;i/9 Smg 
[0 18 3] 

?Jcv^-e, N- £4- it e T ^ -':f^A^i^^^AytyV)\^:^^iy) ^yPA^l - 
4, 4* ->f ^ y trX'Oy— h 2mg«:'r^h^li Kn:7^> 0. 2 1111 

. 2 1ml«:i0A., MMT-3 0^?g«^bfea SlSS'&«^^C|gftIg^M*^:^ h U 

^hVK7j^i^^mvit^. ^mr^m^m^vtco m^^ntam^^m^T i.c ( 

^ran*;i/A : r-fe h>=3 9 : 1) -^JltiiU N- (4 -k Kn^^ 
-4, 4* ->f S y ^y-n/5 4mg€:#fe- 
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^H-NMRCC DCI3, 8):4.8-5.1(3H, ■) , 6.7-7,6(12H, m) . 
MS(m/z):325(M"^), 219. 
[0 18 4] 

^M?t7U^i^9 O Omg«rM^#H^Tt e r t -:f ^ 0ml HM^ 

U ^Ut'A t e r t -^/S^S/F&mSSl'fe- 
[0 1 8 5] 

r<Z)3Jj y ?7A t e r t -T^f h^i/ KK:2>'>^-5^;i/:^;i/3l^^2/ Kl 0ml SiiUx. 

, »iS^mx-y^mv^o m^<»%2 0T;j6tTic«^, 4-Tay bry$?>i. 8 8 
2gSriiiAfe«&, ^Ti^raiSS^^bfc, 4-7^*n/^>^/^bu;n, 2 1 

. mvi^.rmi-hv^i^-smmv'^. mm^^^i-x^htin^m&^m^t^v:^]^ 

•e^SU 4- [N- (4-tfi;2;;i/) T^y] 'OycribU >n/l. 8 5s^n 

^E-roffiCDMSO-dg, 8):7.0-7.2(2H, «), 7.30(2H, d. J=8.1Hz), 7.71 (2H, d, 
J=8-8Hz), 7.9-8.1(2H, m) , 
MS(»/z):195(M*> . 
[0 18 6] 

^agM2 2tcfev>T, 4- CN- (1. 2, 4-byr!/--^i/-4— r;i/) T 
/<>^y:^hu/i/<z)f^*)yt^4- [N- (4-ify2^>n/) r^^^D 

hij;i/l l4mg«:mv>TISSItC^f^b, #&*ife3|fi^^%S:T LC (JgMISjS 
. iruu^JUJxz :^itJ'-A^^Q I 1) -eWSSb, 4- CN- [4- (t e r t 
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-:/^4/2;^ji^;i/^y/i/7r^2/) -n- (4-tfy2?;i/) r^y] ^ 

[0 18 7] 

^Vx-C, 4- CN- [4- (t e r t /l/^^-^S/) 

-N- (4 -tf U y'] 'O'l/— f U;i/3 1 mg fe-r- h^tl Fn:7 

iir^, ^^^T^h^t: F0 7^>-S^3:^;I/:e— T'il' (1 : 1) 

e,4xfeJe^^«»S:TLC (M^^^. i^an*;i/A : ^^ty^;i/-9 : i) -eft 
mv. 4- CN- (4-K Kn#S//<>s?-«/) -N- (4-tfys?/i/) r$>'3 

^-NMRCCDClg, 6):4.96(2H, s) , 6.7-6,9(4H, m), 7.03(2H, d, J=8.8I2), 7 
,33(2H, d. J=8,3 Hz). 7.63(2H, d, J=9.0 Hz), 8.22(2H. br d, J=6,4 Hz) 

MS (b/z): 30101*). 195. 
[0 18 8] 

$g)tM3 0 

mm0i4>oiz^\^x. T-u>®f^*>yK:4-r^ /'Ov^-^y>^3. 5 8 

g, 4-3l>;u$;i/7 3i=.;i/ :;?.;i/:7 7:3i-b®'f^fcyK:4-i: Fo^S^'OXr 
;i/7=t:K4. 6 2 g«:ffiv>T|^«llctif^U ^e>tifeffi*^%fe^'U*^^*^ 

mmf^M. ^un^JlM. : T-fe h>= 3 9:1) "eflSS 
UX, 4- [N- (4-1: Ka^S/'Oi^A/) T^y] '<2/!/-hU/I/3. 3 7 

g&#:&. 

ll-HM RCCDClg, 6): 4.25(2H, s). 6,59(2H. d, J=9.0Hz). 6.82(2H, d. J=8. 
6flz), 7.16(2H, d, J=8.6Hz), 7.40(2H, d, J=8.8Hz) „ 
NSC»/2)=224(!I'^), 118. 
[0 18 9] 

m^m^ 1 
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^H'NMRWlg, 6): 4.2-4.7(3H, ■) , 6.61 (2H, d, J=8,8Hz), 7.1-7.7(6H, 

8.44(1H, dt. J=2.0, 8.0Hz), 8.86 (IH, dd, J=1.8, 4.8Hz), 9.39(1H, d, 
>1.5Hz) • 

HS(v/z):329(M'^). 223. 
[0 19 0] 

mMm^ 2 

a*;i/A) T'SliigL,. N- (4 ~S/T>^7^--n/) -n- (4-t:Kn^S/><> 

'<;yXT^ K3 3 7mg S:#fe„ 
ll-NIffi(CDCl3. a):4.39(2H, s), 4.5(1H. br), 6.61(2H, d, J =9Hz) , 7,1-7 
.7(9H, ■), 8.19(2H, dd, J=1.8, 7.9H2) . 
HS(iii/z):328(M''^ , 
[0 19 1] 

m^ms 3 

$gai«I3 l^c^v^T. mm ^6fl::^=I^y>f;I/<Df^t)y^c4-$/Ty'<:>v^-f 

^ilE, ^nn^/ui*) 7?JmiSU 4-S/Ty-N- (4 - S/T 7 -N 
— (4 — t: Ko^S^'Oi^^^) '^^XT^ K3 4 4 ms «:#feo 
%-lMR(DMSO-dg, 6):4.39(2H, d, J=S.9Hz), 6.68 (2H, d, J=8.8Hz) , 6.8- 
8.0(7H, m), 8.09(2H, d. J=8.1Hz), 8.25(2H, d, J=8.4Hz) , 
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MS(ib/z):353(M'^), 247. 
[0 19 2] 

4->l h^S/^>2^AT^>0. 6 9 ml, h U X^;i/r ^ > 1 - STmlS:^ 
5i^igi8#|fe, ^flTKlml €:#illbTiRjiS:&4^fihbfe. 9uu^}\^ 

jgL/T:4-2/T>'-N- (4 ->l hi^S/'Oi^-rt/) ^>Xr^Kl. 2 9 g S:^ 

lH-NMR(Cax:i3, 6):S.80(3H, s) , 4.55(2H, d, J-6.0Hz), 6.2-6.5(lH, br), 
6.88(2H, d, J=8.6Hz), 7.27(2H, d, J=8.8Hz), 7.60 -8,05 (4H, m) , 
MS(b/z):266(H"''). 235. 
[0 1 9 3J 

si3tfir3 5 

gfeX5^;i/-l : 1) -e«SJUT4-S/Ty-N- (4 - ;jI h ^S/'O -N 

^H-NMRCCDClg, d):2,68-3.17(3H, ■), 3.81 (3H, s), 4.30-4.80(21. 6. 
88(2H, d, J=8.6Hz), 7.0-7.4(2H, n) , 7.51(2H, d, J«6.4Hz). 7.70(2H, d, J 
=8.4Ez)) „ 

MS(m/z):280(M'*'}, 265. 
[0 19 4] 
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mmms 8 

S/ry-N- (4-t: Kn=3S^5/'<>2^;i/) -N-;*^^l//<>XT^ K5 3 mg«: 

^H-NMRCCrcig, 6 ):2,68- 3-20(31, ■), 4.20 - 4.77 (2H, n). 6,80(2H, d, J=8 
-6Hz), 6.9-7,4(2H, n), 7.51 (2H, d, J=8.6H2), 7.70(2H, d, J=8.6H z) , 
MS (m/z): 26601"*^), 251, 
[0 19 5] 
$i^«!r3 7 

S?5t#l3 4 KZfeV^T, 4-:3l h^2/'OS^;bT^><Z)f^*>»;tC4- [N- (1 

, 2, 4-hvri/-}v-4-^jv) r^>/>t^;i/] •7aiy-;i'i o i mg, 4 
-j/T.^'Oi/'f-n/i^n y K©'f^t>yic3-s/T^'<>y>f;i/i^nu Ki o 5m 

: >licy-/I/=l 0:1) •^fiSUT3-2/T>'-N- (4 - fc KO ^S/'OS^ 

-N- (1. 2, 4 - b y Tv^-;i/-4--<;i/) 'OXr^ F2 e mg 

^H-NHR (CD3OD, 6):4.97(2H. s), 6.47 and 7,01 (2H, J^=6.8 Hz), 8,41 (2H, 
s) . 

lIS(m/z):319(M'*"), 251o 
[0 19 6] 

mmms 8 

4_ (3~fe:ys?;p) y^ji /<^!/=.by;i/i 9 omgSN, n-s? 

>t5^>^/3^>n/AT^ K5mlJCiS«lbs *?^Te 0%7K^^b-^ N y <'A4 4 mg?: 
jn^, 4 0-5 0X;7?3 OtJj-jjSj^bfc, 4-^>2?;L':r=*i/'<>2^>n/^^ny K2 
7 3mgS:*?frTKlSS-^«teCiD;^fc«l, mMX' Z^mmnvt^o RJi^U^^^ 
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t/^j^-^mkvtc^^ mmr^m^m^v^o #^tife3ifi^^«©$:TLc mm 
-N- (3-i;ys?;i/) t5 y] "^5/v^~hU-«/2 a 4 mg^# 

^-NMRCCDClg. 8):4-93(2H, s) , 5.03(2H, s) , 6.67 - 7.63(15H, n) , 8.44(1H 
, dd, J==1.2, 3,0Hz), 8.54(1H, d, J=1.5H2) . 
MS(b/z):391(M^) , 
[0 19 7] 

^ >^;i/*r:;i/T^ 7ain;i/ >i * ^x;!/**- h©f^*5 y JC4 - CN- (4- 

/<>s?;i/:t^s/'<>2^/i/) -N- (s-try r^v'] 'O'l/— m;-«/2 2 

2ing?:ffiv>, $^:3r^i^><^)f^*>y CSf^J^-^'^Sml SfflV^TimilJCiif^L, 
- [N- (4 -H Kn^S/'^^S;^^/) -N- (S-tTUS^;!/) r$>^] 'OV— 

M;;i/9 smg&^fe- 

^H-NMRCCDClg, S):4.92(2H, s) , 6,58- 7,70(10H, m) , 8,39(1H, dd, J=1.2, 
3.2SZ). 8.48(1H, d, Jsl.5H2) . 
^ HS(m/z):301(M*) , 
(O 19 8] 
Sg3t#l[4 O 

;i/2. 9 5 g&«v>TH»U:tftf^U m^ty^^m&^^i^ViJ^/i^iJ'^'t^i^zi 

-ThiT^y-C- (^m?e«l, :»Ma:^;i/=4 : 1) -eii8SLT4- [ 

(4-'<>2?;i/*'3«r2/^>2?/I/) T^/l >/- h U ;i/ 5 . 1 9 4 g S:^ 

1b-NMR(CDC13* 8):4.40(2H, d, J=3.0H2). 4.4(1B, br), 5,06(2H, s). 6.56( 
21, d, J=5.8Hz), 6,78 - 7.52(llH, m) . 
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MS(B/z)i314(M'^) . 
[0 19 9] 

1 4mg, 4-'^>S?A':r^£/'<>S?A/i^nU KcDf^to»Jlca'>^b:*5^;n 4 2 

g|S^a:^>a/=2 : 1) •ett$gL/T4- [N- (4 -'^>S?A*^S^'<>S?/l/) - 

^H-NIflKCDClg, 6):3,08(3H, s), 4.56(2H, d, J=5.8Hz), 5.05(2H. s), 6.42 
^ -7.5S(13H, m) . 
MS(ii/z):328(H'^ . 
CO 2 0 0] 
SlglgM4 2 

SS3t«!9^ZfeV^T, 4- [N- i4-^yV;)y:t^t/^>PM -N-;A^;i/ 
^;i/3a«r:7ur^ :7^— ;i/ ii^ >:;!^.;i/3i>*- h®ft*3»; JC4 - [N- (4- 

VN, j;:^-^p-9->CDf^t>»;tcgf^3:^;i/3 m 1 S:Mv^TI9^tC^f^U> 4 ^[gf^ffi 

&TLC mmmm. ^^-^^^^ imm^^j\y^i ■ d T?fi$ibr4- cn- ( 

o 

iH-NMRCCDClg, 8):3.09(3H, s) , 4.52(2H, s), 6.4 3 - 7.57(8H, m) . 
MS (m/z): 238(11*) . 
[0 2 0 1] 

S?5tM4 3 

S?3^«3 8icfev>T, 4- [N- (3-tfys?;v) r^>^3 ^>'y-hu;i/® 
f^fc»jK:4- CN- (4-'<>s^;i/*^->^>s^;i/) r^y] /<:y>/^hu;i/3 
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Wm^^/I'^a : 1) T?3^igL/T4- CN- (.4 i:^A^:t^iy^> ^ fl^) - 
N-x-^/l/T^/] V^- h y ;H 1 4 m g Sr^fe* 

Ih-NMRCCDCIj, 6):1.22(3H, t, J=4.7Hz), 3.50(2H, dd, J=4.7, 9.5Hz), 4.5 
5(2H, d, J=5.8Hz), 5,05(2H, s) , 6.64(2H, d, J=6.0Hz), 6.93C2H, d. J=5.3H 
2), 7.07(2H, d, J=6.0Hz), 7.17 - 7.56(7H, ■) , 
lIS(«/z):342(M+) , 
[0 2 0 2] 

y(.fl/ii^r.;iT^ 731— ;i/ >i^>:;?.;b:a?:^^- h(Z)f^*>y k:4 - [N- (4- 

STLC (MgSt^s : g^Six-^^;i/= 1 : 1) -^mmi^X 4 - [N-x 

^;i/-N- (4-t: Fn^S/'OS^A/) T^y] ^O^/rih U ;V2 9 mg 

^H-NlffiCCDClg, 6):1.22(3H, t, J=4.7Hz) . 3.50(2fl, dd, J=4.7, 8.8H z), 4, 
49(2fl, s), 6.45-7.55C8H, ■) » 
MS(»/z): 252(11*) , 
[0 2 0 3] 

^ p t-^^;i/s;^>i^;i/S/y^j^-^s^) 'Os^-n^^'Dy 1^2. ossg, 4-r 

. :BfSx^^=8 : 1) X'f^mVX 4 - [N- (4-t e r t 

9 
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^H-NIIR(CDCl3. 6):0,17(6H, s) , 0.96(9e, s) , 4.23(2H, d, J=5.2H2), 4,6(1 
H, br), 6.63(2H, d, J=8,4Hz), 6.79(2H, d, J=8.2Hz), 7.17 (2H, d, J=8,2Hz) 
, 7.33(2H, d, J=8.4Hz) . 
[0 2 0 4] 

mmm4 6 

iajtftlstcfev^T. 4- tN- (4 -^>2;?;i/;r^i^'<>2?;i') r^Jl 7:c 
y-;KZ)ftt)y JC4 - cn- (4 - 1 e r t -:r5^;i/2?>i5=^;i/2/y-n/5j-^2/'^> 

-5^>r73i>i7;i/jJ?— /l/^nU K8 4iQg$:ffiv>TI^^Ciif^L. 1 9^|g^M 

. '\^-9-> : 3 : 1) -^ffSSbTN- (4-t e r t 

;i/5^^-9-^ Kl 9 6ing%#fe. 

^H-NMHCCDClg, a):0.l7(6H, s) , 0.96(9H, s), 5.00(2H, s), 6.60-7.67(111 
, ■) - 

MS(«/«):448(M'^) , 
[0 2 0 5] 
$iit#|4 7 

N- (4- 1 e r t -:/5^;i/y>i^;i/S/y;i/*^s/"^>s?-n/) -n- (4-2/ 

y J y :sl:z,}\/) -2-5=■:r3^al>3^7;l/JJ?^■l^^ Kl 8 OmgSr-r h^fc Fn7^ 
>3. Smltc^flPb, 7^y'ft:^h^:^^;i/r>^:^';7A3 8 6ms%7fc?&'T*n 

19:1) T?3lt$Sb, N- (4 -J/ry V^^J^) -N- (4-t: Fn^^/<> 
S;;i/) -2-^:^-7ai;y;^r;l/3K^i^^ K4 7mgS:^fe, 
- NMR(CD30D, 8):5.02(2H, s), 6.56 - 7.76(11H. ■) . 



flSIE^# 2000-3060423 



17/03 2004 10:21 FAX +41 22 338 90 90 PCX PT 07 lg|077 

4f ^ 11 — 191632 

lIS(«i/2):334(M'*") „ 
[0 2 0 6] 

y-;i/CDf^i)UfC4 - [N- i4-t e T t-^^/lt^i^^^ViyVJV^t^iy^y 
-^ytyaiyA/]/^:^J\/iyuV Kl 1 OmgS:ffiV>TIW«ltcSI^L/. 1 9 «rS^ 

'v:3|pi?-> : 0Sfc3i5^;i/= 3:1) -^SltfgL/TN- (4 - t e r t -zf^J]^V 
^^/Ut^V n/*^t/^>t^/l^^ -N- (4 -S'T.' 731— -3-^*V^> 
557>«/3J?^if ^ K 1 9 1 m g Sr^fe, 

^H-NMRCCDClg, 6):0.17(6H, s) , 0.96(9H, s), 5.03(21, s), 6-61-7.60(llH 
. m) . 

MS(m/2) :448(H*) . 
C0207] 

m^m4: 9 

$S3tft|4 7K:;feV»T, N- (4 - t e r t -:/^;i/S?:5l5^^S/y;j/*=¥2/^> 
^ S?/!/) -N- (4-i/T>'7x— - 2-f^*7x.>3?j;i/3K^-9'$ KcOf^fcy 
IZ, N- (4 - t e r t -■:/^;i/S?:*^;i/2/y/b:r*2/^>2^;i/) -N- (4 - 
S/r/7:x— -3-^5^-'7x>?t7>n/5K^1^$ Kl 8 OmgS:«V>Tlffl«K:ii 
f^L/, N- (4~S/T>' 7a:— -N- (4 - 1 Kn^S/'OS^-A^) -3-^ 
5a-7i>A/l/3K^-9-^ F 6 0 m g 

- MMRCCDgOD, 6):5.04(2H, s), 6.55 - 7.70(HH, «) . 
MS(m/2) :334(M"^) „ 
[0 2 0 8] 
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f^ijyCN- (4 7 31-/1/) -4 -ji h^i/'OXT^ K5 O 4 mg. 

Tl^tlK:#f^b, N- (4-*/r>^:73i— /!/) -4-;;l h^Sz-N-jj^^-n/K^ 
::CT ^ FCDffi^fiK^^ 6 2 0 m g 

^H-NMRCCDClg, 6):3.45(3H, s) , 3.72(3H, s) , 6.70(2H, d, J=8.4Hz), 7.15( 
2H, d, J=8,4Hz), 7.23(2H, d, J=^8.4Hz), 7.55(2H, d, J=8.4Bz) , 
[0 2 0 9] 

SS3tM2lcev^T, 4' hd|p^- 2 -tr7a:n;i/T-fe h— h y/l'<?>-ft;t>y 

Kl, N- (,4-i/TJ'7x.=L)U) -4 ->l hdt^$/-N-ji^;V^>XT^ F5 5 
6jiigS:«v^TI^«tc^f^b, N- (4-2/T>'73;-;i.) -4-fc:Kn=¥S/- 

^H-Nlffi(DHSO-dg, 6): 3.27(3H, s), 6.42-7.40 (8H, m) • 
IIS(ii»/z):252(M'^) , 
[0 2 10] 

3->lh^5/-N- (2->t b^S/73::^;i/) /OXT^ K4 5 1 mg^fctl^t^ 

Vi^yi^m^i, 58g$:^-^u 1 9 ox:©»?§Ji"e2^!^ig^^bfea sjS^ 

(2 -fc FP'¥S/:7:c— /I/) K>XT^ F 1 0 9 mg 
^H-Nlffi(DMSO-dg, 6):6.9-7.1(lH, m), 7.2-7.9(9H, m), 9.90(lfl, s) . 
MS(ib/2):211(1I*-H20) . 
[0 2 11] 

mmm^ 3 

iJj^'Kfs 2^c^v^■c, 3->ih=^2/-N- ( 2 - > h =^ 2/ :7 i^/i/) /<>xr 

^ F®f^*>yK:3 h;ap*/-N- (4 h*5/7ai^;i/) ^>Xr^ F5 3 
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g 

iH-NMRCDMSO-dg, 8):6.73(2H, d, J=7Hz), 6.8-7.4(4H, ■), 7.50(2H, d, J 
=8.8Hz), 9,4(2H, br) , 9.87(1H, br s) , 
MS(iii/z):229(M"'"), 121. 
[0 2 12] 

by;i/<o^*»yic4- CN- (2-tf^s^^-n/) t^>'] 'oy^^ihy/i/S 9 2 

mgSmv^milJC^f^U, 4- [N- (4-llKn:^2//<>2;/l/) -N- (2 
— T^^'] ^>V^— hy-n/4 4 5mg 

^H-NMRCCDgOD, 6):5,19(2H, s), 6.88(2H, d, J=5.5Hz), 7.06(2H, d, J=5.5H 
2), 7.40(2H, d, J=5,8H2), 7.67(2H, d, J=S.8Hz) 7.80 - 8.27(3H, ■) „ 
H$(b/2):302(M*) . 
[0 2 13] 

isasMs 5 

4_ (2-^-;i/) 7^J'\ ^>!/r.M>;i/0. 9 8 g 

^H-NMRCCDClg, 3):4.56(2fl. s) , 6.46 - 6.76(21, ■) , 6.87- 7.83(5H, ■) , 
MS(b/2):214(M"^) , 
[0 2 14] 

ag5gM2 5K:feV%T. 4- CN- (4-;jl b^r2/'7*-;i/) 75 'OVf- 
hy;i/<?)ft*>yj::4' [N- i2.-^~)\^) T^^] ^> vTch^ y ;v4 2 8 m g 
S:fflV>TIS«llCiif^U 4- CN- (4-t:Kn:^rS/'<>2;;i/) -N- (2-^ 
:=./!/) h y -«/S 4 9 mg 
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^H-NMRCCDgOD, 8):4.60(2H. s), 4.83(2B, s) , 6.55 - 7,55(11H, m) , 
MS(i>i/z):320(M*) . 
[0 2 15] 

4_ QN_ (3-5^-;^) ^Z/\/=-hVJll. 0 0 g Sr#fco 

1h-NMR(CDC13, 8):4.40(2H, s), 6.44 - 6,73(2H, •) , 6.90 - 7.56(5H, ») . 
HS(m/2):214(M'*") , 
[0 2 16] 

^jg«2 atCfeVx-C, 4- CN- (4-:>l h=¥ 2/7 31— >a/) 

«:MV>T|S«ltCigf^U 4- CN- (4-fcKn^S/'<>S?;i/) -N- (3-5^ 

^H-NKRCCDgOD, 6):4,62(2H, s), 4.67 (2fl, s), 8.60 - 7.53(llfl, n) „ 
MS(m/z):320(M+) . 

[0 2 17] 



tiiiEi{t2 000-3060 
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mil 

mm : 

— . : m 



iSi^^^ 5 . 0 

"^A.^ 10.0 
lilS 7 3.0 
i}Il'r^^i^:<'f-jfi"^jVU^XitiJl^i^^l^ 10. 0 
i'/W^ 1 . 0 

JX.rT^) >m^^f^i/t?J». 1 . 0 
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sp^ll^ mi9l 632# 

5S900646930 



^:^mm±m 0095 

5|2^11# 7^ 8H 



000002990 

mjKajmK«55« 2 r B 5 1 ^ 

*0A 
100060782 

MM^m^mm 1-9-15 B*&«*^in^ 

100074217 

1-9-1 5 H*gig*^i(ll^ 

100103311 

^]K»ISK?S5«irg9»l 5^ 



1 



ffilE^ 2000 — 3060423 



17/03 2004 10:23 FAX +41 22 



338 



90 90 PCT PT 07 

4f ^ 11 — 191632 



@084 



A M m ^ 



WtM^^ C000002990] 
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